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*§&w&, mm&ttT^m%mm.%3t (i) 

[0 0 0 2] 

Mb 2] 



[0 0 0 3]. 

(3R).-l-W-2, 5_v*^y-3- ( (ir) -i-fc 
Kn^y-l-y^n^y;Mf;v) _g_ ( 4 _ (4-*;^ V 7x-^' 
7x-^^f^) -1, 4, 9 - h 'J T*f * kf Ci [5. 5] 

[0 0 0 4] 
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U tilt, Z 0 fct, «o5Mb 
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-^p2 002-272079 v I 

[0 0 0 6] 

o 

[0 0 0 7] 

*Rl*7!:#taMfcT*MSL t^Wttltt^ll A,^®£S£*Lfcv> (J. Exp. 
Med., 189(3), 451 (1999)) o 
[0 0 0 8] 

MDC, TARC^OffftT^SCCR4li, Th 2ffll|OR|fe4^ • 

MmtOk^Tfr (P. acnes+LPS) EST AR CtftffctA, jfiL* 

A L TftO _h#, ^ifflWTNFa, F a s L03§mfi<S>±#£J« U M 
t:7 7h^$^tU: (J. Clin. Invest., 102, 1933 (1998)) 0 ttz. ^ 
*J * O V ABNHUIiflfcte* t*^ *5 v> r > fetMD C t»t#{±W ffl ® & # 

®tt*i"bU &&»&te£iqjfWILfc (J. Immunology, 163, 403 (1999)) 0 
[0 0 0 9] 
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MC P - 1 t fOff#:T^^ CCR2lt v ? n 7 r - 

Kidney Int., 51, 770 (1997)) 0 
[0 0 10] 

[0011] 

&Wi®&mK&mm$ (x'fX (AIDS) fcWmtv^, ) liVi£^*fc 

ttHflflajcH i v©w-^jt^t h i v«m#o#i*iT-ii.5a^ < o&l 

[00.12] 

SfeJ.>f Xjcit^i^ao^Rf, t6*^ifefcLT«i, tfiUtf, (l) 
[0 0 13] 

lftOK±»C»«Lrv^a»aCD4«:5R|ffi-t-*itl±, 1 9 8 *)&hin 
TV^ (Cell, 52, 631 (1985)) 0 C D Afr=£\*4 3 3i@?>7 5 B*»3fc&» S> 
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[0 0 14] 

1 9 9 6^:*oT, CD4^fW<0H I Vmmzfrfrt>2>m=f- 1 LtF u 
s i n iiv^TOMg&^IWI^^tLfc (Science, 272, 872 (1996)) 0 ^Fu 
s i n^li, n - vMS^H?— 1 (Stromal Derived Factor-1 : S D 

Ztifzo Wlz, jy\£ Tpj&^fatt (X4) HIV« 

«r#^^pM-r^Ct^iEH^$tL^ (Nature, 382, 829 (1996), Nature^ 382 
, 833 (1996)) o 1-&^*>> S D F r 1 I V i I) ^feC C X C R 4 • ■ . : . 

[0015]. 

ttimtm. mcDn=*j r antes, mip-i m 

IP-M^»^CCR5^ v^n-7r-v^(S]j4 (R5) HIV** 

mmtzmzmmztizz t&^ztiti .(science, 272, 1955 (1996)) 9 

[0 0 16] 

iiH I V>-f ^Xfc&^-U i^-f^^CXCR4^CCR5t:^i*^ 
RincS-tf&keDt^ HI V^Pl#^iJt^O#^(i-rT^^>o £7^^ HI 

v mmmmM tLx^&z Ktz&ttit&mtK iiicxcR4«7>^-^ 

hT»$>2>C}i'/)S7FZtitzmi>$>& (Nature Medicine, 4, 72 (1998)) 0 
[0 0 17] 

Tlx;i,^l4$W^ttSm^) , W0k, JFFi£, Hft& IfttM^V^T 

*\ »it& juumbmh^ ^«tt«wfcjg, Att 
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mz, MT^fxkfn [5. 5] V >r* ymmm^** <{ >/sr*t> j >> 
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[0 0 19] 
[0 0 2 0] 

HWtlti] 

mmteffl&O 1/4 0 2 2 7f/r/71/y b 
[0 0 2 1] 

5$ (I) ^3*LMt£*±, #12 001-7961 0^Hife^!|9 (5 4 

* < ^ #*ta-e* & £ O /t 0 

[0 0 2 2] 
[0 0 2 3] 
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3 £lb^tiISIi n n p£ LTO^Eitift^v^ ioj:^ ^^H&^Tp^f?^ 
[0 0 2 4]. 

. *k #H2 o 0 1 - 7 9 6 1 o^wmm^mmLttmm-zrmmz 

iiZtf: (I) V^SnMfc-a^ti. l$mguX*%>Z>tz!b^ ^K-^^U^i^m 

«\ mm&t LxmmKmi»h±.xm.^mm^^^<Dxhhb^khfiho 

%<ntztb, 5£ (i) T^^tL^^fb^^ov^r. ^k-^&sc^u ^oi 

t^mttix^tzo 

[0 0 2 5] 
[0 0 2 6] 

^W<V (3R) -l--7^;l—2, 5-yt^V-3- ( (1R) -1-t 
Kn^rv- 1 -y^D^yjMfJV) -9- (4- (4 - *;^v7x^;i/ 
**v) y^-)V*?-)V) -1, 4, 9 - h T-T^tfn [5. 5] 
- i&M&OftkMite, #SS2 0 0 1 - 7 9 6 1 O-^teffif^ fiX^^it^X 

$>ho -t&fr%, *&m4t&to<Dm&i±. #12001-7961 o^mmm 

9 (5 4) CIBt L^^i:to t li, XWm&MlJTX^? h 

a\ (dsc) > m^mmi*^? f;^f-^^wn:i 

[0 0 2 7] 
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[0 0 2 8] 

(3R) -l-^;l/-2, 5-y*t^rV-3- ( (1R) -l-\zVu*i,- 
l-y^n^y;v^f^) _9_.( 4 _ (4-^i,^^7xi;kt^-» "7 

1 - ^;^) - i , 4 ,. 9 — h 'J T-f * fcf n [5 , 5] «7 > • iM.MM.<7> 

[0 0 2 9] * 

(3R) - \-f^)V-2, .5-v^V-3- ( (1R) -1-tFn^y :' 
-l-y^nA^y;v^f;i/) -9- (4- (4 -*W'>7 jc — ^^v) 
7x^;V^f;i/) -l, 4, 9- h VT-ifXtfn [5. 5] > • 

[0 0 3 0] 

2 0) , ^»Ii3j:^^E^lT^^> (3R) - l-y^;V-2, 5-v 
t^fy- 3 - ( ( 1 R) — 1 — KD^rv- 1 -v^ D^s^v;v^^;V) - 9 - 

(4- (4-*my7i-iVt^fy). "7 oc-;v^ ^-;v) - l , 4, 9 - h U 
T^t°n [5. 5] <7>t-**> -3Ufctt«)*lrA mTA^tB&ffitl,) 0 
[0 0 3 1] 




mSEiff 2003-3074104 



2002-272079 



^- v I 10/ 



m2] 



an 



IU«f « (26) 






5.15 


0.22 




8.06 


0.22 




10.26 


0.26 




1 1 .01 


0.23 


■ f 1 1 Mm 


1 3.72 


0.39 




15.46 


0.74 




17.36 


0.24 




1 8.03 


0.22 




18.58 . 


0.23 




19.00 


0.21 




19.51 


0.20 




20.71 


0.19 




21.73 


0.25 




22.58 


0.36 




23.80 


0.34 




24.96 


0.61 




27.07 


0.45 





[0 0 3 2] 

(3R) - 1 -*7<f-fr- 2 , 5-v**V-3- ( (1R) -1-fc 

Kn^rv- l -v^ n^Jpv;i/^^;i/) -9- (4- (4-*mV7x^ 
t^v) 7i-WfJl/) -1, 4, [5. 5] 
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[0 0 3 3] 

v^t(±, nwra (2^) *4te*B^#w*><*->*^ss^**K «i*s*jst± 

[0 0 3 4] 
[0 0 3 5] 
[0 0 3 6*] 

[*#&Wbi^o$ei2f£] * 

0 ##&9Hb^tJ-C&&> (3R) -l-:/^;i/-2, 5-yt^rV-3- ( (1 
R) -l-tFn^ry-l-y^aA^fy;MfJV) - 9- (4- (4-Jj)V# 
^y7x-^t^y).7i-;i/ptf;v) - 1 , 4, 9 — h 'J 7f ^ tf n [5. 5 

1 ^7*^-1^ JfifftMrcsb*. ^ (II) 

[0 0 3 7] 



Hfc 3] 



o 




(I I) 



[0 0 3 8] 
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^p2 0 0 2 - 2 7 2 0 7 9 ^ : 

(3R) -l-"7^)V-2, 5-vt^rV-3- ( (1R) - 1 - 

Kn^-l-y^DA^y^f^) - 9 - ( 4 _ (4-*J^y7i^ 

7i-;Mf;n -l, .4, [5. 5] ?>t*#> 

[0 0 3 9] 

fc>ft& 0 3 fc^c: 1 0-4 0tT«U 3t B 1t£#rffi£-£&£ 
[0 0 4 0] 

9 j -jvmmm zm^x 4 o - 8 o x:x^miM.^<7)mmKB^^\ ' 

[0 0 4 1] 

(i.) xtf z n & ay* ? s-fr&xzfTkfrbte&mmmnmfo 
TB@#:tB&ffi-r^») Mx-ix, m.wi*^tr^mfemt7kt<DUi!rmm am 

-**.mmm zm^x 4 o - 8 o xixikwi^vm&Kfcz'w^ $ h 
K-i 0-3 5VxmwL, mfczmmmtzztKx vrnm-tzz. tvx&z 

o 

[0 0 4 2] 

ft (iim^^y-;V7jc^#) £fflV*T4 0-8 O'CT'^mm^O^m^S^tf 
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^-v': 13/ 



[0 0 4 3] 

trCHfle, fcfcl±#«2 001-7961 O^W«B»^SB«L^jSfetC^oT 
Hftii, 08x,ti\ (H^r^K **/-/K. 1, 2-v^ f^ryx? 

[0 0 4 4] 

*f&Wk^<o«itnfflv>*; Jfiffiiitr-e^)^ (i i) xfrtzK&ik 

4m\*. at (i 1 1) 

[0 0 4 5] 



[0 0 4 6] 

XTfiZtlZ (3R) -l-7^)l<-2, 5-yt^V-3- ( (1R) - 1 - M 
Kn^y-l-y^DA^y;Mf^) -i, 4, 9 - h U T-fX fcTn [5. 5 

[0 0 4 7] 

t7 5> (b'Jxf^rry, ^V^nif^if^75>f) <^£T\ 



[it 4} 



HN 
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[0 0 4 8] 

He, ^ (I I I) -e^$*L*<b^ % i/ttt*^BMttw»«[tt, TOR 
Jt-it^: (i) la^titt^it^li.o 

[0 0 4 9] 
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fBRj&X^Kfcv^T, fflHtiftUfflv^S: (IV) (V) , * (VI 

) fci^ (vi i) •emztL&ik&toi^ -etLi^^qr^s^N £&vm±& 

itykmrnm., zvitfrmfflM, mm&.s v>m&, mm&&) , &z\<*i±mmm. 
^ w >mm., ? ^ >m&. * * > * >m.u, ±*>*)i>* 

[0 0 5 1] 

*#w^«±^ * (in) ^£^Mb-^> t tzitz <vm.ttmmm.it, & ( 

iv),A(v),s (vi) isxxtt (vi i) T-^£;ftMb^%£&j£K# 

U^(VIII) T^£*L&>fb£*tJ£#, 3* (VI I I) T*^£tL&>fb-£-$f£ 
I£Bo c&RJS, SUbSE^ ^M^J:^m#in^m^^m^tt4C#L, ^ (I 

x) r^s^MbiM^ ^7t{i^om#in^^#> ^(ix) x^ztiut^- 

[0 0 5 2] 

J: OJWfcttfcli, ^ (VIII) "C^^a^^t/fi, S (IV) , ^ (V) 

. 5£ (vi) 43 (vii) "c^ti^b-a^^ «ix.ifiri^i (>*/ 

-/K i^y-;^) ^ yj^U 3 0~1 0 Or^pft-t-^Clt^J: 
[0 0 5 3] 

Sfcfc, ^ (ix) "e&zti&ik&Vs, *fctt*oHMHraWfct±> (Vii 

i) ^stL^-fb^*. ibo c*KJcs sMbats, ^fa^j: tinman 

oastfeRjs Ktfrf Z t \Z X 0 Rati" §Ch w-v § & o 
[0 0 5 4] 

n*;w^ mk^)K T-V (MK, h'J7 
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*0 «>L<»i£*i.&4>»£4fe (*-ffc**/»iMSs)-*, 0-1 0 OTCOSWCff 
[0 0 5 5] 

)^T\y%) *fflv^^ N k mm, wyfrtmmm */hv*jk *fc»4' 

[0 0 5 6] 

v ya«>^ 77;l/E 3cJ§.#^> ^J^BL * * >X)ls*>m, 

^9>7,)V*y^ ^>*?>.x;i/>j>y^ -f-te^*^, 
*/i/*n>Hk ^3>aHjR) #£t\ 0-9 oroffiJS-Cfrt>tL*o' 

[0 0 5 7] 

^ (i 1 1) -e^^tL^,fb^> *ti\t*o>mtfmvL\u ^ (ix) -e^s 

m (r- h7k Kn7 7>, V* yxfjVx-f;H 

) „ 7*3-/1^ j^^y-;^) % ^>-t*>^ (^>-bf^ 

fcli**L&©2&±«>«#iMIS*) MS (^7^-7^/^ ^'r/Wi 
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^p2 0 0 2 - 2 7 2 0 7 9 ^ ^-v : 18/ 

T^TKS^H^Tt/cJi^T^^-^A^T^ 0-2 0 0t«t^fe 
[0 0 5 8] 

immmm 

^mit^mx^^ (I) -e^$^^> (3R) -1 -f^-)V-2, 

( (1R) - 1 - t KD^ry - 1 -y^DA^y;V^f -9- ( 
4- (4-*^y7x-^t^rv). 7x^;i/^f;>) -1, 4, 9-PJ7 

en [5. 5] ztzit^vmnffim^mfttiK 
y/tr^m >&nmntmm*^-thz. tn, woo 1/4022 7% 

[0 0 5 9] 



^.2 





IC50fll(nM) 




46 


HSfe^Jl (AM) 


30 




31 


H»]3 (CUf*;) 


26 



[0 0 6 0] 
[0 0 6 1] 
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^p2 0 0 2 - 2 7 2 0 7 9 ^ ; 19/ 

r\sfr*~mm®teMJik&m ^ wag, jpp&, n**& ma-ia 
10'; ^mmitm. mm^±m 

[0 0 6 2] 

, mat tzit&muKDffirX-flts-zti&o .. . v 

[0 0 6 3] 

«#*t±. ^tfr, ttft*b*, tS&SvfrSK &ai$W*KJ: 

t& ? > $.A—A$>tz *K 1 El j:o # , lmgH 1000m g tf>S£BT% 1 B 1 

III^&IIl^Ptfc-^StL&jK ££i«A— A*fc*K lmg*?» 

[0 0 6 4] 

o 

[0 0 6 5] 
[0 0 6 6] 

%) o 

[0 0 6 7] 

ttziiMMM ^;ur7-7v, tfe B H t;l/n 
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[0 0 6 8] 

mimL %im, ttn^k ^«y> «^ij> .^»j^^^.ltv^t^ 

[0 0 6 9] 

#h m.mm, ^mm^^^x^x^x^ 0 ztibi±m&T.m~&^xmw~rz> 

[0 0 7 0] 
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i£feK£t)®jfzix2>w.mffi.nL $km%L rn^n, ®.am, 

[0 0 7 1] 

it^{±> fiJ^{«H#K 1 l|2 I 868,691^J:O f |W|^3 I 095,355-^tC#L<fBfe$- 
[0 0 7 2] 

(i) -e^$tL^^^^-#{i, m^mftk mz-if, Kivmrn^w^, 

W^it#$nd^>Kf^J, fS^J, $^J, *#*R$ik ^^J, ^»?S'B&#J, jjfirffi 

j&mtLxmnmKSfzmmn{®iz&^i-z>zttfx&z>o 

[0 0 7 3] 

5£ (I) XTFZti&^mWtfk&ydli. m<DB I Vg^^KiS iDVi/cfite 
IV-n:^LtiMf^ffl^ttl)o tot, fl&OH I V»f^j;r/ 

[0 0 7 4] 

(i) ■c^$*L&*n^t'frw»±. h i vm%k*mmL%^mmtffi.fr&t> 

fro 

[0 0 7 5] 

5£ (I) ^$*L*^:|&^b^fcJffi.*^ J frTfflv»t,*L-S'f&OH I VitO 
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*K ^a-fVJStfaM («x.tf, CCR2Jiifc3K CCR3^IK CCR4j£ 
tfo*U CCR5^k CXCR4»tt2jW<js) , 7a-v? a >M*lk H I V- 

i o^mtfc®K#i-*#L#, h i v- 1 oy^^-^^^fibtL^o 

[0 0 7 6] 

ais^»*fi«ijfcLT, (i) ^mm^^^iaw^jov k 

tr> (m H n p^ : /N>r try K) „ xr-rvy : -tf u * h) „ 9 5 7y 

> (iffip^ : JttftT^) , 7V**lf/l> M:f<Tyx» ; 77**7 *tf;v 

. rry yt°>f^y;K h) ->*tr>- a& n a p£ : ntrvv^) , pm : 
pa as,a£ : ^ N (2) ^HgE^^wxRa^a*.??*? 

r tr v y y :txf^ . * -f?V4 y > (AG1549) 

[0 0 7 7] 

y) % »; hf-tr^ ass*: y-er) . *;v7-f :Mf;u djq D q£ : if 9 -fey > . 

) , t^te^ (jSa n p^ : 4 >tr^--b\ 7*- h^-^.) „ r>-y;^tr;v ( 

[0 0 7 8] 
[0 0 7 9] 

^tf-f y V (Dfam^W ify Kfc LTIi, ^fitJKfi, MIP-1 
^MIP-ljJ, RANT E S> SDF-1«, S D F - 1 p , MC P - 1 % 
MCP-2, MCP-4, xt^y> (Eotaxin) , MDC^f^i, 
[0 0 8 0] 
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fim^) if> V<Dmmifc£LXi$^ JMfcftHCJi, AOP-RANTES, Me 
t-SDF-l«, Me t-SDF-1 /J^W^tL&o 
[0 0 8 1] 

sr^iJ^yV^t-comt-tLT^ *#:0tJl'f±x Pro-14 O^rt^f 
[0 0 8 2] 

CCR 2^%m\h LTJi, ^Wt-iix W099/07351#> W099/40913-5§\ WOOO/4 
6195"5\ WOOO/46196-^-, W000/46197-5§\ W000/46198"5§\ W000/46199"5§\ W000/694 
32-^\ W000/69815^-f fcfiBioorg. Med. Chem. Lett., 10, 1803 (2000) H|S«c 

[0 0 8 3] 

CCR3^JiU(i, ^TO^fi, DE19837386-5§\ W099/55324#, W099/5 
5330"^ WO00/O4003-§\ WOOO/27800-^\ W000/27835-f\ WO0O/27843-S§\ W000/293 
77^". W000/31032-^> W000/31033-^\ W000/34278-^\ W000/35449-5§\ W000/35451 
-f, WOOD/35452-^-, WO00/35453-^\ W000/35454-^\ WOOO/35876"5§\ WOOO/35877-f- 
< WOOO/41685-^-, W000/51607"5§\ W000/51608-S§\ W000/51609-5§\ WOOO/51610"^, 
WOOO/53172^-, W000/536OO-^-> W000/58305^\ W000/59497#, W000/59498"S§\ W0 
00/59502-^-, WOOO/59503-^-, W000/62814-5f\ W000/73327-^t 7tf±W001/09088-^-^ 

[0 0 8 4] 

CCR 5*£#l3iJ£ LTii, W099/17773"^\ W099/32HXH§\ WO00/0 

6085-^-, W000/06146-5§\ WO00/10965-S§\ WOOO/06153^ WOOO/21916^-, WO00/374 
55-^\ EP1013276-^\ W000/38680-§\ W000/39125-5§\ WOOO/40239-5§\ W000/42045 

WOOO/53175-^-. WOOO/42852-^-, W000/66551-*§\ WOOO/66558^-, WOOO/66559^ 
> W000/66141#, WOOO/68203-^-. JP2000309598#, WOOO/51607-^-, WOOO/51608^ 
, W000/51609-^\ WOOO/51610 1 ^-, W000/56729-^ N W000/59497-*!\ W000/59498-f\ 
WOOO/59502^-, WOOO/59503-^\ W000/76933-5|\ W098/25605-f\ W099/04794-5§\ W0 
99/38514-^-$ 7t{iBioorg. Med. Chem. Lett., 10, 1803 (2000) Kf2«t$ fttzit 



tBIE# 2003-3074104 



2002-272079 ^ ^-y : 

[0 0 8 5] 

C X C R 4 ^tfCSiJ tUii, JMfctfj tc fi N AMD-3100> T-22, KRH-1120 4 tz iiWO 

oo/eei^niam^tL^^^^tf^^^o 

[0 0 8 6] 

7 a. - v 3 > p_a##J i ttlt JL#lft l± „ T - 2 0 (pentaf us i de) . T - 
1 2 4 9f;5Wf)^o 
[0 0 8 7] . 

[0 0 8 8]. 

o 

V F7y > : 100m g # ^>fe;i/, 1 0200m g , 1 B 3 0 ; 

300m gifcftU 10300m g, 1 B 2 ® ; 
v ¥ J v > : 25~200m gie£ij. 1 ®125~200m g, 10 21; 
^f>v* \£> : 0. 375m g ~0. 75m gt^k l®0.75mg N 10 3®; 

* 9 y : 15-40m g Jj '/•fe/K 1 ®30~40m g > 10 2®; 
7 ^ > I 150m gifcSK 1 ®150m g , 10 2®; 

tf;i/ : 300m g HfcU 1 ®300m g , 10 2®; 

* t*7 \£> : 200m git^k 1 0200m g, 140 W 1 B 1 @U *<?>fe 10 2®; 
r? \£ )V ; Jy • 100m g ^j % ! 0400m g , 10 3®; 

z 7r fcf V>y : 50~200mg*7 B -fe;V, 1 0600m g. 10 1®; 
-f > If )l> ; 200-400* "/-fe^K 1 ®800m g . 1 0 3 0; 
'J h^lf;i/ : 100m g 1 0600m g N 1 0 20; 

*fr7 4i-\£JU : 250m g^J, 10750m g> 1 0 30; 
t^rt^> I 200mg*7 p >t;V, 1®1, 200m g. 10 3®; 
7>ri^e/U:50-150mg*8RU 101, 200mg, 1 0 2 0 O 
[0 0 8 9] 
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:|p2 002-272079 ^ ^-v : 25/ 

[0 0 9 0] 

(3R) -1-7*^-2, 5-v**V-3- ( (1R) 

5. 5] ^ > yziu^ymM. 
[0 0 9 1] 
[ft 6] 




[0 0 9 2] 

mmjfxw^mnT, i-^yv^-4-\£^j v> (7 9 8 g) (d*?;-^ 

(4 L) mmz, n-W7^ V (3 10g) , (2 R, 3 R) -2 - (t- 

* (1 2 0 0 g) , 2-mv;^V'>7NK (6 0 0 g) *jm»x./io 
KSrl^* 5 0-5 5^3 B^F B m# Ltzo < RJS&S'£4&*mi&£ X^M U ft 
mm (2L) «rtPx.^ e BU&«#«»«r5 0-5 5tt2W^U 0 RSfl^ 
«mS:i-C<£*PU (2L) . tK (12L) £inx-> 2 5%7fcBtfb 

th'JOAiM (3. 0 3D *fln;tfco S^ft^IlU wm^^r- 
iiBLfc, wmmic, 7K^m (1. 1 4D fcin*. 2NFW^L7t 0 

W*M4-eWU ^ 2M*3Mfr*-M;*A3fcjg$fc (9. 5L) , 3 3%t 
itofc (5. 4L) -Cifc^U lilfco »&*LfcBHlEfc, «xf;v (l 0. 4 
L) 6 0-6 5^3 0^1^1, 6 0- 7 0"Ct^ * >X)V*>m 

(3 8 8 g) Zmt-fzo RJS»^*«rRiajR-Cl 0^W«#U tt*«r*fffi$* 

ffiSE#2 003-3074104 



2002-272079 



^-v: 26/ 



(1 8 0 2 g) «:#fco. 

TLCiRf 0..42 (^od*;va:^;-;i/=io: i) ; 

NMR (200 MHz, CD30D) : £7.51-7.22 (m, 5H), 4.36 (s, 2H), 4.14 (d. J 
= 2.2 Hz, 1H), 4.00 (m, 1H), 3.76 (m, 1H), 3.59-3.38 (m, 3H), 3.30-3.03 
(m, 2H), 2,70 (s, 3H), 2.54-1.83 (m, 6H), 1.82-1.56 (m, 5H), 1. 53-1.08 ( 
m, 6H), 1.06-0.77 (m, 5H)o 
[0 0 9 3] 

(3R) - 1 -f^)V-2 f 5-y^^rV-3- ( (1R) 
-l-y^o^y;Mf;l/) -1, 4, [5. 5] ^>-r* 

[0 0 9 4] 



• CH3SO3H > ' 

[0 0 9 5] 

if^^fl^T^ ^Ml-emmLtzfo&M (1 7 9 2 g) <7)v^;l/*;u 

^7U«(3. 3L) C10%A'7y-)A/^t (18g) *1)U?Ltz 0 K1& 

m.&y®*imif*x~m&Ltz 0 Km&&w*7km?rxj£o. 5MPaT, sot: 

[0 0 9 6] 



lit 7] 




,CH 3 
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(3R) -l-y-f-;V-2, 5-yt^rV-3- ( (1R) 
-l-y?DA^y^f;V) -9- (4_ (4-*Wy7x^t^y) 

7i-JV^f;V) -1, 4, 9 - h »J T-f^tfn [5. 5] V>ri3> 
[0 0 9 7] 



[ft 8] 




[0 0 9 8] 



8. 4L) > 'Jxf;l/7 5 > (3 4 0 g) > f'J7-b h^y*»->f t 
h'^A (1 4 8 6 g) , 4- (4-*JK;i/7x-;vt^ry) ^If^ (9 6 
9 g) Ztiaz-tzo KBm&®ZMffi.-CSS$®mWLtio EU&m&®&6 5-7 0 
tJtML, 7 OVKtmLtz* (3. 3D r&^t7£ 6 5 - 7 0 *C 

tlOWtU i B H B M^/: 0 S^cj£]£rl£*C7 0«CfcJll«tLfc* 
(3. 3D *mx., 6.5-7 0lCtl0^i#U, R^il^fe £ 1 5 - 3 

7kifeifcx~m&-f zztizx*), &Tcow)®Lm*^-fz>, (i i) x^ztizm 

mit^m (2 3 5 4 g) *%tz 0 

TLC : R f 0.48 (?nn*H : * ? : w?Wi=2 0 : 4 : l) ; 

NMR (300 MHz, d6-DMS0) I S7.92 (d, J = 8.7 Hz, 2H), 7.67 (m, 1H), 7. 
37 (d, J = 8.4 Hz, 2H), 7.06 (d, J = 8.4 Hz, 2H), 7.01 (d, J = 8.7 Hz, 2 
H), 5.07 (br-s, 1H), 3.95 (s, 1H), 3.51 (s, 2H), 3.40-3.09 (m, 3H), 2.83 
-2.62 (m, 4H), 2.10-1.84 (m, 4H), 1.80-1.44 (m, 7H), 1.40-1.22 (m, 3H), 
1.20-1.04 (m, 3H), 0.87 (t, J = 7.0 Hz, 3H), 0.85-0.75 (m, 2H) C 
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[0 0 9 9] 



(3R) -1-7*^^-2, 5— 5>**V-3- ( (1R) 
- 1 -v^n^v-^^v) -9- (4- (4-*my7x^t^y) 
■7.^-;l^^;v) -l, 4, 9-MJT^fxen [5. 5] *7>7*i] > • MBM. 

0.0 3 2MJ^m (5 0. 8L) <T>*9 (1 2 6 L) itf:, 2 0-5 

QVX\ ##M3T«tL£4ti^ aia*3 0. 3 kg) ZMz.ti 0 KSrl^- 

tr£5 o~5 51C-C3 o^m^t^o *»»u 70%^;-;v 

TK^-e^t^o mm* 5 0-5 5 vemwutzo Rfcm&mwL*mM.z 

tcLT#«btL£#^t£^ (4 1 L) *1mz., 0-5 

lCT'lBtr^t#L> 5lCK?£*PL*:7.fc (5 8L) £2l[]/Lx P«Jg-e 3 0 

tfio -o^^^LTWmt/i^^MiiL, 6 o%^ ^y-;v7fc^-e^b 
. ifefcu ^To^tttf^^ri-^^^fk^^A^Bi (i s. 5kg)>#£ 

o 

[0 10 0] 

in 3 xmrnvt * * ? h ^m^. mm * & m 4 . 5 k -e Ciz 

o 

mm. I BRUKER DISCOVER with GADDS(C2) 

9—< Yv Y :Cu 
mffi : 40kv 

HijiL : 40mA 
mitm% : 180sec 
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^-v: 29/ 



[0 10 1] 
[H4] 

SI 









5.15 


0.22 




8.06 


0.22 




10.26 


0.26 




11.01 


0.23 




13.72 


0.39 




15.46 


0.74 




17.36 


0.24 




18.03 


0.22 




18.58 


0.23 




19.00 


0.21 




19.51 


0.20 




20.71 


0.19 




21.73 


0.25 




22.58 


0.36 




23.80 


0.34 




24.96 


0.61 




27.07 


0.45 





[0 10 2] 
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(2) ^H^IftJill^f- ^ 

fgB : SEIKO INSTRUMENT DSC6200 

im*:2.8mg 

tWHr/l/ : sus^^j-#^ 

I 20mL/min 
I 10°C/min 

Dft*] 

SB : B#3« FTIR-660plus/SENSIR DURASCOPE 
fffitfe : 4cm-l 



I R (ATRy£) : 2924, 2504, 1682, 1632, 1597, 1503, 1426, 1377, 1235, 1 
163, 1098, 961, 928, 876, 855, 770, 727, 681cnrl 0 

(4) mm&x&mtiix'*? Yfrmj&mtir-r-* 

mW : 'J ^RAXIS-RAPIM ^-^m- h 

: CuKa (A -1.54178 A) 
7 -f : graphite monochromated 

mEE I 60kV 
WM I 90mA 

^ + t>Ae- K : 1° /min 
[**] 

tH=-SfeSfc: a =11. 8105 (4) A 
b =7. 8730(2) A 

ffiSE# 2003-3074104 



002-272079 ^ ^- v : 31/ 

c =18.2351(7) A 
IP2i(#4) 
R : 0. 042 

(3R) -l-y^-;V-2, 5-yt^rV-3- ( (1R) 
-l-y^nA^->;v^f;v) -9- (4- (4-*^y7xi;VtJfy) 
7x-JV^f^) -1, 4, 9 - h -U T^tTn [5. 5 ] * ^'-f* > • 

0. 3 5Mm.m (170mL) CO* (2 56mL) ###13 

"C^itL/c^tl (2 8. 4 g) *Jnx.;fco RJ6»frW*r5 0-5 5t1?#»L 
feo KJ&«-frW*"2 0-3 Or.S-tWiPU 3 0#ra*#Lfco 0-5 

«r^-t£B®# (2.7. 1 g) £#fc 0 
[ 0 10 31 

i<7)B mfe-AK * 9 J X VTktfmmm Ltz <DX*$>& £ t iiNMR K X 
[0 10 4] 

(i) g«si3feaash««§567'-^ 

gft : SEIKO INSTRUMENT DSC6200 
M#*:3.4mg 

§E5R *. 20mL/min 

#ifi&J£ : lO'C/min 

DIM] 

164, 252 e c#^n^e-^*^-r^-t^^o/io 

( 2 ) ^UTOX ^ 9 h ^ 7'- * 



tiiaEift 2003-3074104 
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&fi : B*5iHfe FTIR-660plus/SENSIR DURASCOPE 
: 4cm-l 

: 16 

[»*] 

IR (ATR&) 13256, 2932, 1661, 1597, 1503, 1418, 1240, 1167, 1113, 9 
28, 878, 862, 849, 775, 681cnrl 0 
[0 10 5] 

(3R) -l-"7f)\?-2, 5-yt^rV-3- ( (1R) 
.i/-l-Z/?u^*i,)V*<l-)V) -9- (4- (4-*;v^y7x-;vtdfv 

) 7 ^~)v*?-)v) -1, 4, [5. 5] *?>r*y -mm 

i&<nx. 9 ; - j: av £ £ ^?jc^ & & mmm<n @# ( c @#o 

6Miim (1. 0 5mL) C7)^^y-;v^ (17. 3mL) #f«3T* 
i^Lrfr-ffc^tf (3. 4 6g) fctntf^ ttttiUL^o R^rI^tC5 0~ 

ss'c^omt/^ (33. 3mL) zmz., 2 immmwLtzo EJSri^t;^ 

m^;i-»*qu 3 Ofi-mnWLtzo ZbK, O-S'Ct TitiPU MthLtzM 

fozmmL, &mu mr^%tM£;rt-&c@#: (2. 7 4 g ) 

[0 10 6] 

Cl <7> C a. * J - /U£ J: tf/ t tz iifrtmwm Lfzi> <7)~C%>2> t f±N 

MRKX^xmt^LfZo 
[0 10 7] 

i <D X o K t T# h fitz C * * H 8 sN**ft« 

(1) mmjiL&m&mfeT-? 

$SS : SEIKO INSTRUMENT DSC6200 
tfc£Hi I 2. 05mg 
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2002-272079 ^ 'J : 33/ 

S3H^T^«ti I 20mL/min 
#zaaiJg *. lOr/min 
[***] 

^ 158, 229Vii?mzm.f*<X-?$:m-f2>Zttft>fr<otz 0 

( 2 ) ^ * h - ? 

SB : B*$frjft FTIR-660plus/SENSIR DURASCOPE 
I 4cm-l 

x^-^mtfc: 16 

[fir*] 

I R (mm : 2934, 1667, 1601, 1503, 1385, 1250, 1169, 1096, 1024, 9 
30, 851, 775cm-l 0 
[0 108] 

(3R) - 5-v**V-3- ( (1R) 

-l-y^nA^y;^f;u) -9- (4- (4-*;i/^y7x-^t^y) 
■7x-iMf;b) -1, 4, 9 - h M T^fxtTn [5. 5] ^ >t-*# > • ffllfeffi • 
OjJSS (AttH) 

Wmx-T-n' (4 4 0mL) K N *Jfc«2 -Cttit L^Hfl: (B0#) (2 9. 4 
g) SrJDx.3to «#»&6 0-6 5 ICt? 1 P$ffi%# Ltz c EQ&m&fo 
JfriflU 3 0^»L^ o ^ffiLtafellfciMU S£j&U Hl»!ll tratO 
#14^i«r^-r^3|s:|§0^b^OA|g B B H (2 8. 5 g) &fcfc 0 
[0 10 9] 

J MKW 1 

(3R) - l-y*f-)V-2, 5-v**V-3- ( (1R) -l-tKD^> 
- 1 -v^n^^r->;v^^-;v) -9- (4- (4-*my7x^;!/t^y) 
■7^-;i^^;v) -1, 4, 9->'J7fxen [5. 5] *r >TiJ > • 
*>*MMfa 
5t (I) 
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34/ 



[0 110] 
Mb 9] 




[0 111] 



•C^S*L& (3R) -1-^^-2, 5-v***V-3- ( (1R) -1-t 
Kn**/- i -%/?u^*i/)\,ff-)\,) -9- (4- (4-*my7x-;V 
t^fv) 7x-;Mf;i/) -l, 4, [5. 5] ^^Ti^y 

-mm*. mm,2 o o 1 - 7 9 6 1 o^oH«#tcfem^n7t:^^^o 

T> ?on*jl/A : *y-;v= 5 : 1T# yAilt^^tCJ: *K JH&Lfc 

o 

[0 112] 

^(O^X^Lmiftx^? trill Ofc* ^^itiffJ^T'-^^Ill 

1 1 K> ^Itt^^^ h;l/f-^^EIl 2 tc^n^tL^tTto 

(1) mmxummx^? v^r-? 

mm : BRUKER DISCOVER with GADDS(C2) 
9-¥v h : Cu 

«l± : 40kV 
Sit : 40mA 
SMfF^ : 180sec 
[®&] 
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(2) TFmM&ffommfer- ? 

^* I SEIKO INSTRUMENT DSC6200 
4. Omg 

SSft*^ : sus^$t#3l 

0^^^fi I 20mL/min 
#*&jtJg : lOXYmin 

(3) *^1«iRfl3U^^ h;ior*~* 

! B#3WI6 FTIR-660plus/SENSIR DURASCOPE 
: 4cm-l 
X^r-VVE^ : 16 

; 

I R (ATR&) : 2926, 1659, 1597, 1501, 1418, 1238, 1159, 1098*. 928, 87 
6, 849, 774cm-l 0 
[0 113], 

[mi] A%kM i <D'&%:xmmtfx'<? Y)vr-? 0 

[®2] A*SJ|0^2Sjt£f&I:«!l5£ (DSC) r-? 0 
[0 3] ASiOgMW (IR) ^^>;Vf-^ 0 

[m4] A&gko&gi&xmmift^? y^mmnmr-^ (i) 0 

[®5] A&&<D&tt&X»®tt*'*9lJummffir-9 (2) o 

[0 6] b mfc<D7FmM&8k%:mfe (dso f-?, 

[HI 7 ] B ®#<7>#^«1X ( I R) X^ h 9 o 

[HI 8 ] C @#0^7£3tej&*M5£ (DSC) T- 9 o 

[0 9] CS^O^^IR (I R) >;Ut*-^ 0 
[HI 0] #^ b b h 60^XMHI4»tX^^ h^x-^o 
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1 1] ifcRAa^£l££ftritilB& (DSC) 7-*o 
[W 1 2 ] ^«ffi<7)^»qRJR ( I R) h ^T- 9 
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^-v: 2/ 



DSC mW 




ODSC mW/mln 
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[0 3] 

I 
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6/ 



[IH6] 



DSC mW 




§§§§§§8S 

ODSC mW/min 
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7/ 



[0 7] 
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miiE# 2 0 0 3- 



3 0 7 4 10 4 
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[011] 



DSC mW 




DDSC mW/mln 
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tBIE# 2 0 0 3 



-3074104 



002-272079 ^ ^- v I 1/E 

3* (i) r^stu, > u men [5. 5] *>^#V^ftWfr 



Hti] 




5$ (I) T*7F$*U> (3R) - 1 -7^-^-2, 5-v**V-3- 
( (1 R) - 1 —M Kn^rv- 1 - y^OA^y;^f;i/) -9- (4- (4- 

5. 5] • aoKttot&Afc^ 51^3*^**^ ^/^**^f>$^#o 

f> 7V;v^i,l W-ife, Bflfe, HI0^ «14M«fy^v^ 
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# £ 2002-272079 
50201398128 

S^f ^SS^JiJ^ 0 0 9 4 

ftlH . ■ ftl4^ 9^190 . 

<m^m m • ummm> 

[HffiB] . ¥J&14^ 9^180 



miE#2 003-3074104 



msm* 

1 • B 

ft Bff 

ft £ 
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tb m a s b it m 



[000185983] 
1990^ 9 ^ 20 



